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it. •E-OI^*?»ffii7K^a*'5vMiS-^-Sv^lp<7)J|Si7K9J 

Ltitg, p- h -5 w tiiW 

l, 2-•>'^'^□i?>^co^^Dr>ftJ^^t* 




[0 0 6 1 ] aSIgliaSfciSjfcf £«;Jc3[§'f|:fc*o 

[0 0 6 2 ] 4ii*fiiffiKijv»r«i. MfrXattKAM 
*»t*«Lr*»c»a5cISS:fforfeJ:u»L. 
^■taTcoroosiSS-ailSMZli^JCff oT <j i 

[0 0 6 3 ] fj5HS?j£ 
[0 0 6 4 ] 
[ft 1 6 ] 



(10) 



1?B3¥9 - 4 0 6 4 8 




(VI) 



X— A— N— B f \ 



R 7 



(VII) 



2) ck »3 S£«« 



R 1 — 



[0 0 6 5] Rl f R2 ( R 3 f R5f R 6 f R7f 

* 0 ) 

±3:* (VI) ■C*Sjt4r;U3-;uft^» 

so* (vii) x-*2ft*it£®rmM%mt&*x-$Lfc 

8) , ±5£4 3 0 (I) 

[0 0 6 6 ] 0-TJU*;uftXS(iffc^ft (VI) b* 
nRGMfctb^Li&mtn (VI I) ifcttfHU K 

*»T4v*Lfln!*T, ff$ L< iiSzS fcv* LSn&T (it 

[ 0 0 6 7 ] illiltii^y-^ x^y-ju^o 




0— A— N— B — i 



R 4 




(I) 



[0 0 6 8 ] ffc, COK£.Uffl^*ttafefc LTIi, £t 

[ 0 0 6 9 ] *«ffiU*J«t*K««ia(i*-Kffi-eK 

[ 0 0 7 0] * 
[ 0 0 7 1 ] 

[fbi 71 



(11) 



#53¥ 9 - 4 0 6 4 8 



R -- 




0— A'— C — N — B 
0 R 4 



(VIII) 




3I7C 



0— A'— CH 



[0 0 7 2 ] (st^, R 1 , R3, rj, r«, 

(i) *, ±rt* (ic) -c^Sfttft^n 

(i, K (VI I I) ^rilTcT^wt UJ: Qftfetl 

3£, Stc-«-5pi§ftijgji4«-e, ^Tfc^LSo&T. if 




t H^R 6 




.0— a— n— a — / V 



(Ic) 



s l< iioTCfcv>LanftT (asm ^ia^^iiTt^jt 

[0 0 7 3 ] 
[0 0 7 4 ] 
[ft 1 8] 

r'-T IT t 



[0 0 7 5] (5t*. R 1 , R\ RJ, R«, R', A , 

(Id) ■e^3ft.4*£9ifl:a-*(i. -ft* (I 

[0076] «ffcia«ia#*«toffttTZii#»tt 
t. ftiftaa-r*ifc(- j: offt toil*. 

■ K1RBX8ii*-K&rft9i L&Kfi&HXa t mflUcff 



[0077] $ * ) iz*.&mit'£®>o-mi. $^wa 

[ 0 0 7 8 ] 
[0 0 7 9] 
Utl 9] 



(12) 
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7- wi/fi: 




_A— N— 3— f~\ f 



(If) 



[0 0 8 0] R J , R 2 , R\ R5, R6, R7 f 

X(ifMr;n? + v^^ ( f-^S$:ML f R 3b ii, fi 

*«Wfk*» (I e) li, *«9Hi:frtt (If) ^7v 
tUt+ZZblztttotti&o **9Hfc*» (I 

f) li, *S£S8ffc^1» (I e ) £iO*5M?-f £C <hUJ: 
Off^iioo 7vMtt-li, **^fk^» (If) >^ 




.FT 30 



R* 



R' 



OS) 




[0 0 8 1 ] S0*#»li, RXl±«*«0#aET. 

s^^^jQ^Tutf^a^o ^skmt^ (i g) ;±, 

*«Wffc*» (If) £r;u*Mfcl-£ d tic J: 

[ 0 0 8 2 ] »-fcSffi 
[0 0 8 3 ] 
Hfc2 0] 



(lh) 



[0 0 8 4 ] (at*, R', R2, RJ, RJ, rs, R 7 

*«Wft*» (I i) li. *»9Hfc*» (I h) 
*Mtt«-i:t;j:i)?#J,n4 0 T;i/*;uffcii, £ 1 Si 




10 0 8 5 ] JSASiffi 
[0 0 8 6 ] 
[ft 2 1 ] 




0— A— N— 8 — / V 



[ 0 0 8 7 ] (:£*, R>, R\ R\ R4 p R5f R 6 ( 
R 7 , ASo^B^feoS^S-^r^o R ,a <i, ^oy 

*awft*w ( n *a^ft^» ( i j ) oa&s 




— A— N— B— f \ 



(i) 



[0 0 8 8] 
[ft 2 2 J 



(13) 
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X— A— X 



(XI) 



(X) 

[0089] r», R2, rj, Aac^x(i«ne 

-fe3£ (II) "CSSa^x-f-^ffc^ttli, -jftSC 

(X) t S S ft 5 7 ^ a - ;Mt^» - ttS " ( X I ) V 
/T $ it h r ;u * ;u f fc#J t: i >> 7 ;u * Mfc*f ^:i:tilb 



R 1 -- 





ft* 0 MfcRJEii, r;i/3-;uft#!ft (X) J: T 

A' + MfcM (XI) fc 

T) Kfirfeft*. i£g, » = Kfficoo-r;u 

[0 0 9 0] 
[ft 2 3] 



OH R 1 



(XIII) 

[0 0 9 1 ] R», R2 ( R3, A 1 , XMX 1 

-feS: (iv) -e^sn^r^m Kfb*w«i, — tt* 

(X) T-^£ft*T;l^-;Mt^£-fe£ (XII) 
■eS Sit* T;u*;ufb*JK J: 0 T;u*MbLT, 
-e, »fbttKBB«S**£i:T?»&it* 0 7;MrMbX 




O— A 1 — CHO 



BBSIS-eJi, a a h ^A*po&fb#J£ffl^ 

*ck*«*e*4. 

[0 0 9 2 ] 
Ht2 4] 



(14) 
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O— A 1 — COOR 8 



R 7 



(XIV) 



(V) 





[ 0 0 9 3 ] (it*, R 1 , R 2 , R 3 , R\ R 5 , R«, 
R 7 . A'atfBttlltlWJiii***-*- *o R 8 !i, *»g 

§£7 5 K (VI I I ) IS, (X I V) -CfUZtiZ 

*^*>*Xii-tff>SiL-tt»*«:t (V) T-*$*t*r 
. 5 V-ffc-g-^Srrt 7 > /?ti:t (N-TvMfcX 
II) tiliciitf^, 

[ 0 0 9 4 ] 7->MtlTSfi, ffc*W (XIV) Xli* 
^KlStt^g&MfcS-S/ (V) £ frKlEtftoi:, 
IS— ^SriifJSi: LTfflf, ^>-cf>, h;i/X>^<7)^ 



— A — C — N- 

II l 4 
O R 



(VIII) 

>, '>'**■*)■>, 7-fc h — h ') yVf**^?^ 
<0*re8ifi£^, ^§$+!-'J^a, ^S*'^a, TKSSib 
(0 0 9 5 ] 



[<b2 5] 




O— A — N — B f \ 



R s 



R 7 




CHfOR 9 ), 
(XVII) 



(XV) 



(XVI) 




(IX) 



0" 0 

[0 0 9 6 ] (it*. R'. R = , R3, R 4_ R5> R6 _ • *a(^ZJ±|ft»TA,*JU*t«i«-r4 3 ) 



(15) 
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ft (XV) , >i^'7AS (XV. I) ao^^h^sx 
*t ;u (XVI i ) ,1 > tifofi^ ^co 

fffc;b*i*o > * K7A8 (XVI) lir-U >i£«ft 
(XV) L-C^ft^v>Lifi#lftffl^filirj: < f 
rTSx^r;', (XVI I) (iiMfiifltjWa^ fcfi 

>, h >*Ostffc7KSa*T r 7 £ K n 7 7 >, 7 
[ 0 0 9 7 ] ±E£Sl£K J: OflfcfifcKlE&fcftl*. 

as, «Afc. atii. ^07^77^- 

[ 0 0 9 8 ] 

*«^ffc^»(i5-HTSSflc6C*fL 
y-?£>£ 5 «HTiAftS*C»Lr*v^JlfotSS:*i-p 

fc + *. 5 -HT»«i#j&*H#1"*a*o*Ao$ftiliZ 

wester**, Rt/myjiZft 
mm, n-eiKi, 7/u-y/w-7-* ( tMg*s&h* 

[ 0 0 9 9 ] JaT«C*ftWfK**0 5- HTiA*S*(c 

[0 100] 5-HTiAftS#CW-f*il»ttK«l 

S-HTiAftSflsCWi-iaftttli. Pero 
utka<9?7?£ [J. Neurochem. 47, 529(1986)] Ufl£t#\ 
7 7 h«.f§<Oij|S#£S^T h 'Jf»)AflliLfc8 - OH 
-pPATOBftta^-r-SifctzJ:*)**. Kili 

S ff + * Dtt 4<ife w i: i«it8 S *t at 0 - o tz *> 

[0101] *£»*fWHW* 
fctt«tt*»*§Slf*a*JS«> LXm^tz [J. Neurosc 



i. Methods., 2, 219(1980)] 0 *£«»ftffllif±£M . 

8rtft4L. 3 0fr», 2E^-I> LtR«ffl<oy- 
vJZ/Ji, 1 0 frMHRLfco *^M. 

*»Wfk*»*«3F««rt6Ai1"-6 5-HTiA*« 
ft M 4 1- 4 « £ '.:it L r , *tt&K*|-c**i> 

[0 l 0 2] -«st ( I ) -C*S*lfc^»XI5-5-oa 

[0 l 0 3] BMAOl^RSii LTii, B#X« 
LT!±, fcfcx.tf?L1», Af7'J>S7ny^A, * 
u*A t ^'J-7"?S, xf u>r 

[0 l 0 4] A#J. *7-fc;u*J, Bfi*l, 

■e*oT 4*1^0 &5-mi±mVi, awno**, ISM 

tliPfi4^»^*A 1 BStO 0. 0 1 - 3 0 0 m 
g, ffil<(±0. l-10 0mggjfC*i3, Zix* 

[0105] 

[^fis^j] jar. «tt«K£-*£*«w*e<;:i*«Kift 

[0106] ##8?ii 1 

6-7JU*n-8-fcKn*->-i f 2.3, 4-rr 
^Kn^yj>-2-t>,l. 2 g, ^^TK^^h 
'i^l. 1 g, SSKtK^x h 7rf^7>^-') A 
0. 45g, 1, 2 - vrn^ji* > 8 . 5 8ml,* 
lOmitiSfDU 7 0 < C-C2B#fflftf42L^ o 

*"C-«feo ^'^ v * A t'gS 

tB^ B a ti:^;j:0, 8- 
-6-7;u^a-i t 2, 3, 4-f F7t Kn^yj 
> - 2 - T > 1. 47g Srfffco 
[0107] Kftfrtftt (EI, m/ z ) : 2 S 7 (M 
-*) .2 8 9 (M*+ 2) 



(16) 
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6.2. 65 (2 H, t, C4-H 2 ) , 2. 93 (2 

H. t, C3-H:) , 3 . 6 7 (2 H, t , CH:B 
r) , 4. 32 (2H, t, OCHj) , 6. 4-6. 
7 (2 H, m, Ar), 7. 36 ( 1 H, br s. N 

H) 

1 -7^f Jb-5-7^tn- 1 , 2, 3, 4-Th? 
* Kn*y >j 8 -T-;i/8 5 0 mg, l f 2-v7' 
u^jl9>1. 0ml, ^* , J f )A 8 4 0 mg, IUt 
f- r 77'f ^7>^'^A 7 Omg, >Vf)UtJH7 
5Kl4mlta«L, 8 0ttl 6B$riJS^L/; 0 

I, 2 - v ro^x^ > 4 m I JG^BA 'J 8 4 0 

f-^ 3 : 1) X~m$kL, 1 -7-fc-^;u- 8 - (2-r 
DJ ^^ r *;>) - 5- 7;u^-d-i t 2, 3, 4 -f- h 
9fcKn*yij> 3 0 0 mg*»/; o 
[0108] Jtfi#*fft (EI, m/ z ) : 3 1 7 (M 
.*+ 2) , 3 15 (M*) 

tt«£«t*W^^^S;b (CDC 1 3 , TMSrt««ai) 
a : I. 5-2. 2 (2 H, m) , 2. 08 (3H, 
s, COCH3) , 2. 2 — 3. 2 (3 H, m) , 3. 
5 8 (2 H, t , C H2 B r ) , 4 . 2 6 (2 H, t , 
OCH:) , 4. 4-4. 8 ( 1 H, m) , 6. 7- 
7. 0 (2H, m, A r ) o 
[0109] 3 

6-7Jl/tn-8-^y 4 4 8 m g , * --r 
^DntK , J>4 5 6mg P KM^^l. 90 
g, 7-br-h'J^20mlWil*»S: > -«SQ*3»«£ 
L/Jo »»«*»tC->»J *r^2. 5g^*DxT^^»J 

satsra^a, ss^f/^> 

^^^•77^ - (?§«fl£*nn*;t,A-> 
;u-t>^-t 5:1:0. l) -effi^-f* c t 
'0, 3 - (6-7i^D-8-^yj^^v) - 1 , 
2-7*D/Ovt-;i/ 13 3mgt»fc 9 

[0 110] JfS^WfS (FAB, m/z) : 2 3 8 

(M* + 1) 

««»*q»^^^ h ;u (CD3OD, TMSrtBSi) 
(J : 3. 6-3. 9 (2H, m, CH2OH) , 3. 9 
-4. 5 (3H, m, OCH2CH) , 7. 1-7. 5 
. ( 2 H , m , A r ) , 7 . 6 6 ( 1 H , d d , A r ) , 
8. 38 (1H, dd, Ar), 8. 87 (1H, d, 
A r ) o 

[01 1 1 ] > M H g iffift^f !/>5m l - W. 

fS?K (1ml) HTLfc, ZtllZ 3 - (6-7)^a 

- 8 'J -1, 2-7'DA'Vyt-i'/'", 

1 3 3 m g cOtUfcy *U>-;<*y-/u (5 : 1) fgfiS 



(6ml) SrfflTL. MiST-jft# L£ 0 1 WBHil 3 * 
SSf PJ^^6 0mg<O*jgffi (0. 5m g) ^ 
Ii:3 09Hm»U; fl E£a«rMii»»«*9* 

tt : ^DD.t;^-> ^y-;u3 0 : 1 ) tffl^Lr, 

(6-7;^n-8-^>"J ^t^rv) 7-t h7^f't: 
K 9 0mgrflt ^Offcfi-ftli, iSffi^J-Js^T. 

[0112] Kft^Wfi (FAB, m/z) : 206 
(M* + 1 ) 

aast***'** r ;u (cdc 1 3 -c d 3 o d, tms 
f*ls&?gm) 

d : 4. 2 4 .(2 H, d. OCH:) , 5. 10 (1 
H. t, CH (OH) 3) . 6. 8-7. 1 (2 H, d 
d x 2 , Ar) , 7. 43 (1 H, dd, Ar). 8. 
0 8 ( 1 H, d d, A r ) , 8. 8 3 ( 1 H, d, A 
r) o 

[0113] 4 

4 - (4 - h*y7x-ib) g£^9. 7 1 g iZiSffc-^ 
— ;u 3 0 m I $-SaA, 7 0 ICt 1 2 a»|UHffls iS 

x^;-;U7^>9. 0 5ml rilft> f b/ 2 0 0 m 

ffi (50ml) *r*-vUiBTLfco M^T' 1 a9M»#f£ 

£S£L, N — (2-tKn^vif;b) - 4 - (4- 
^ h^v7i-;^) 7f ;U7< K 8. 7 5 g 

[0114] SS^Wil (EI, m/ z ) : 2 3 8 (M 
*+ 1) 

«BJlft»^^^ h;u (-CDC 1 3, TMSrtfflSHim) 
* : 1. 7-2. 3 (4H, m, COCH2CH2) , 
2. 4-2. 8 (3H, m, ^>vMJ, OH) , 3. 
3 - 3. 6 (2 H. m, C H: N) , 3. 6 - 3 . 9 

(2H, m, CH2O) , 3. 78 (3H, s. OC 
Hs) , 5. 9 ( 1 H, b r , NH) ,6.81(2 
H, d, A r) , 7. 0 9 (2 H. d, Ar) a 

[ 0 1 1 5 1 **f fc «J ■> ^ T ;u $ - * A l . 5 2 g r 
r h y M Kn 77 > 5 0 m 1 UBBL, ?K^T, N- 

(2 - fc Kn + vxf;i/) -4 - (4 ^->7i- 
*) 7-f^7^ K 2. 3 7g^«TL t ligt-ffiS 

*Lfctttt?a*:««1-4C:tiCJ: >), N — ( 2 - £ K □ 
^> X ^M - 4- (4->Kv7i-ib) 7'f ;',7 
5 > 2. 0 l g*f|fc 0 

[0 l l 6] KftJMffil (EI, m/z) :2 2 3 (M 
+ ) 



(17) 
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tSSMUti**'** hn, (CDC I 3, TMSrtBS*) 

: 1. 2-1. 8 (4H, m, CH2CH2) ,1.9 
8 (2 H. b r. s) , 2. 4-3. 9 (4 H, m) , 
2. 75 (2H, t. OCH2CH2N) ,3.62 (2 
H, t. OCH:CH:N) , 3. 78 (3H, s, OC 
Hi) , 6. 8 1 (2 H, d, A r ) , 7. 0 9 (2 
H, d. A r ) o 

[0117] N- (2-fe K^vif;l/) -4 - (4 
-> ^>7x-;b) rf >2. OgS^r'Jx 

*fo7l>\. 8 8m I «rilffc^f-U>4 0m 1 SC?g» 
U COSiK«z**T f ^o^Sxf/H, 0 3m! 

^'-;u-N- -4- (4-* 

[0118] Sfi^WfH (EI, m/ 2 ) : 2 9 6 (M 
1) 

J- ;u (CDC I 3 , TMSM$) 
: 1 . 2 5 (3 H, t . CH:CHj) ( 1 . 1 - l . 
8 (5H, m) , 2. 4-2. 7 (2H, m, ^>v;u 
ffi) , 3. 1-3. 6 (4H, m, CH2NCH2) , 
3. 6-3. 9 (2H, m. OCH2CH2N) 3. 78 
(3H, s, OCHi) , 4. 14 (2 H, q, C H: C 
H3) ,6.81 (2H, d, Ar) , 7. 09 (2 
H, d. A r) o 

(0 1 19] N-x j. * v*;u^-«;u-n- ( 2 — fc: K 
o*yj.*,u) _ 4 _ (4-n^v7x^) 
T * > 2. 65gSrtf«JS/>25ml tdigJS L, 
T, ttffcp - h;i/x>x;i/*x;u2. 0 5g£#D;t, S 

fco ?§I SES Sf^g v 'J * r ;^ 7 A ^ n t F 

- (SMlflK : ^^rt>-ft»xf;n 1) -e 

4 - (4-n^v7x-iH rf^7^] X^;u 
p-Mbx^iktf-h 1. 9 5g£?#7t 0 

[0 12 0] Kfi^Wil (FAB, m/z) : 4 4 9 

(M* + 1 ) 

ttffiSUM*;*'*? K;u (CDC I3, TMSnBIW) 
* : 1. 18 (3H. t, CH2CH3) ,1.3-1. 
7 (4H, m) . 2. 3-2. 7 (2H, m, "O'i/n, 
tt) , 2. 4 4 (3 H. 3, A r CHj) ,3.1- 
3. 6 (4H, m, CH2NCH:) , 3. 78 (3H, 
s, OCH3) ,. 4. 0-4. 3 (2H, m. OCH2C 
H2N) 4. 04 (2H, q, CH2CH3) ,6.94 
(2H. d, Ar), 7. 08 (2H, d, Ar), " 
7. 33 (2H, d, Ar), 7. 76 (2H. d, A 



r) o 

[0121] 5 

1 - 1 f 2, 3, 4 ~t h y > Xo^/'J >- 

8-t-;u 1. 4 3 g *7-fe h > 5 0 m I lz?gj£L. 
^^'i^3. 34g, ro^SKxfJU. 75g 
tflOA. 4B»mJra*SRiftL*: a KC&ffl*«a» f fflflSS- 

(SfltiK : * n d*;ua -> ? y -n, 20 : 1 ) -cm 
^to:^!;i >), 2- (i-x*;u-i t 2, 3, 4 
_ -r- F7 Ko - 8 V ;Ut^ v) ^gx-?-;u 
2.0 6 gfcMfti: Ltftfco 

[0 12 2] H*»Wtt (E I. m/z) : 2 6 3 (M 

aaauM!*^* (cdc ij. TMsnsaiw) 

d : 1. 2 2 (3H, t, CH2CH)) ,1.30(3 
H, t, CH2CH3) , 1. 6-2. 0 (2H, m, * 
>"J>C3-Hi) , 2. 76(2H, t. * y »J > C 
4-H2) , 3. 0-3. 2 (4 H, m, NCH2C 
H3. ^>'J>C2-H2) , 4. 27 (2H, t. OC 
H2CH3) , 4. 6 3 (2 H, s, OCH2CO) , 
6. 4-7. 0 ( 3 H , m, A r ) 0 
[0 123] 2- ( 1 -xf;b- 1 , 2 , 3. 4-fh 
7t: Kn- 8 V * v) I£*£x^/u 1 . 0 g, 

4 - > F^y7x^f;U7^1.-72 g £x * y - ;i, 
1 0 m 1 *T 2 4 B#WSD»5|zffi L*:. L, ?# 

: SSxf n-^*-*> 2 : 1) -c-ffiSS 
L, 2.- ( 1 -x^;u- 1 f 2, 3, 4-fh7HKD 
^t^v) — N- (4-^*'/7x*f 
;u)r-bKr<Kl. I 8 gfcritttfcfc LT»fco 
[0 12 4] KS»*ffI (EI, m/z) : 3 6 8 (M 
♦) 

hiU (CDC Ii. TMSftS&tgm) 
* : 1. 2 5 (3 H, t , CH2CH3) , 1. 6 - 1 . 
9 (2H, m, *yj>C3-Hj) 2. 6-3. 1 

(8H, m, *y | ;>C2-H2. *yj>C4- 
Hj, NCH2CH3, A r C H 2 ) , 3. 45 (2H, 
q. NHCH2) , 3. 77 (3H f s, OCHs) 
4. 6 0 (2H, s, OCH2CO) , 6. 6-7. 1 

(7 H, m, A r ) , 8. 50 (1H, b r s, CO 
NH) o 

[0 12 5] ##f*J6 

N- [2- (5-7;l/to-2-xhD7xy^v) x 

- 4 - (4 — * h+v7xx;i/) rf-ibr ^ > 
1. 0 8 g£t£ffc>*U> l 0 m I L, ^S*^ 

T-rM^AO. 5gSO v '*10ml rS0^/: 3 icog^ 
ttt: jSflT ^ n n ^gx^- ;i/ 3 9 0 rr. ? <-;«|T ■ ^-b 
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[2- (5-7;^o-2--ra7;Mx) xf- 
1.0 2 gfcttfc, 

[0126] BsfrWfl (EI, m/ z ) : 4 3 4 (M 
*} 

■ttfi8Jt#»X'** (CDC 1 3 , TMSrtSSSS) 
<? : 1. 2 2 - 1. 2 7 ( 3 H. m, CH:CHj) , 

1. 58-1. 61 (4H, m, CH:CH:CH:CH: 
A r ) , 2. 58 (2 H,. t , C H:A r ) , 3. 41 

( 2 H , t, N C H : ) , 3. 65 (2 H, t. NC 
H:) , 3. 80 (3H, s, OCHj) , 4. 1-4. 
2 (2 H. m, CH:C Hi) , 4. 1-4. 3 (2 H, 
m, OCH:) , 6. 7 -6. 9 (2 H, m, A r) , 
6. 8 1 (2 H, d, A r ) , 7. 0 8 (2 H, d , A 
r) , 7. 95 (1H, dd, Ar) , 

[0 12 7] N-x ^y^;i^f-;l/-N- [2 - (5 
-7^ta-2--FD7i/^v) — - 4 - 

(4 -> rtv7i-Jb) 7f;i/7^> 9 5 0 mgr 
x?y-;u2 0ml 6I«j»L, 1 0%^7v^gf9 
5mg^0i. ( **»H*T"C2^|yi«flsLto 

[0 12 8] SUs:*^ h^gy^;u 1 7mM:> K7 
3 Omg^SDir 2_B*|B|jSnftaiiKL f -B.gffli 

^»«i 7 m i *i«Tu 3sir a i«a^ «u±« 

iS : aifc^f i/>-»»xf;u 20: 1 ) tuau 
--f-;u^b^o B afi:^-tt^ w *), 5-[[ 2 - 
[ N - ^ h 4 v ii ;u tK— ;u - 4 - ( 4 - * ^v7x^ 

r s y] y f-u>- 2, 2-vV^/u-i, 3-v** 

5c*&#HI (C 22 H25 N2O4 F • HC 
C H N C I F 
(%) 60.43 6.00 6.41 8.11 
XKtt (%) 60.28 5.93 6.41 7.94 

Hffi#J2 

8- (2-7d^x^v) -6-7^ta-l, 2, 
3, 4-rhvfcKn*ytj>-2-5f*> 333m 
g , 4 - (4 - > ^'>7i-;b) 7f ;'.7^ >6 2 0 
m g , KU^A146mgS-T-th-;-'J;i/ 
10ml^r-2. 5«FMflO»«WL*:o 8- (2-7o 
x h 4- > ) — 6 — 7;i/^-n — 1, 2, 3, 4 — f- I- 7 
tKo^yj>-2-t> 1 6 7mgriifjQL, HJZ 

2. 5 B^mftajHtsiiac ufco Ktssascr-b >tJDAT3F 

* - (iSJSia : ? □ a * ;u a - y ^- ; ^7>;- 7 - 



■*>-4, 6 8 6 0mgfc»t a 
[0 12 9]'Sf&tffI (FAB, m/z) : 559 
(M*+ 1 ) 

Hi/ (CDC! 3, TMS|*3»«!*) 
0": 1. 2-1. 3 (3H, m , CH2CH3) , 1.5 
8 (6 H, s . gemCHj) , 1 . 7 1 (4 H, s 
i ike m, CH :CH:) , 2. 5 6 (2 H, t 1 
i k e m, vOufifc) , 3. 40, 3. 7 1(4 
H, t x 2 , CH2NCH2) . 3. 78 (3H, s , 0 
CHj) , 4. 1-4. 4 (4H, m, 0CH:X2) , 
6. 7-6. 9 (4H ( m. A r ) , 7. 0 6 (2 H, 
d , A r ) , 7 . 26 (1H, s, Ar) , 8. 57 
( 1 H , d , C H ) , 11. 48 (1H, br d . N 
H) o 

[0 13 0] Kftffll 

8- ( 2 "^d^x Y * *>) - 6- 7;1/to - 1, 2, 
3 , 4-f F7t KD^yij>-2-t> 432m 
g, 4- (1, 3 -^Wv** V-;u- 5 -4 )y) T 

\ > 8 7 0mg8TOS*ft h V * A l 2 6 
mg^-tr-HjiH 0m i ^"C4. 5 BfMfiOftaii/TL 

#u & 

-tzzttzx*), Jfi.»<75 8- [2- [4- (1, 3 

> v'v * * v - ;u - 5 - -f;u) 7^;ur = y] xh* 
*>] -6-7JU^n-i f 2, 3, 4-fF7t Ko4 
/ V > - 2 - t > 3 7 OmgtWfc, :ii^^y- 
^+«ft*»^r^T«i31L l x* y _, U5 ^|ijf*j|^3 
ifcUJ:*), 8- [2- [4- (l. 3^>v'y^ 
v-/u-5-^;u) zr^-)i<T I y ] ih*>] -6-7 
;l/^n-i, 2, 3, 4-f h7k:Kn+yij>-2- 
* > &Wi 3 6 2 m g $:'&tz c 

[ 0 1 3 1 1 » * 1 9 2 - 1 9 5t 

1 t LX) 

4.35 
4.36 

5 0:i:0. 1) XnSl-t&ZtlZ X 0, 6 - 7)1** 
n-8- [2 - [4 - (4->^y7x-il/) 
T^y] iKy] -1/ 2. 3, 4-f hy'd K n * 
>";>-2-*> 4 4 8 mg^f|/: 5 :o^ o 300 
mgU^-i^Sft*fnt*»lL, i^y-zi, 
^bM 8 a B t^:^:J:^ 6-7i',tn-8 - [2- 
[ 4 - ( 4 - y ^y7i-ji/) rf+)\sT \ y ] x * 
•> ] - 1 , 2 , 3 , 4 - f r v K n * y «j > - 2 - t 

> ttUtt 2 8 3 mgt»t 0 
[0132] ]» £ 220-223T3 



-~ rts .C, /-*t 



(19) 
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C H N C I F 
atttl (%) 62.48 6.67 6.62 8.38 4.49 

(%) 62.54 6.67 6.42 8.41 4.38 

si-ffc*»t**Lfc, , j> _ 2 -T> ana 

[0133] 3 ».« 2 2 5 - 2 2 9 t: 
6-7/I/TD-8 - [2 - (4->;^v7i^f;i/7 

7C*5rff« (C 20 H:j N2O3F • HC I t It) 
C H N C 1 F 

S!ft<i (%) 60.83 6.13 7.09 8.98 4.81 

%&M (%) 60.51 6.13 7.00 9.10 4.75 Q 

[0 13 4] %»H4 >_ 2 -T> iUUl 

6-7;Utc-8 - [2 - (4 ->f;'/7z^f ;i/7 < _ 242 --244TC 
^) ^^y] -1, 2, 3, 4-f FnKoiy-j 

7C*5rWffl[ (C 20 H23 N 2 0 2 F • H C 1 t It) 
C H N C 1 F 

Utttt (%) 63.40 6.38 7.39 9.36 5.01 

Xffctt (%) 63.14 6.32 7.37 9.40 4.89 Q 

[0135] Hffi^iJ 5 

6 -7;u*n- 8 - [2 - [4 - (4 ^v7iz KfHi:6»tt : 6 - 7 ;i^t a - 8 - V: Kn * v - 1 - > * 

n>) rf^7;y] x^yj - 1 1 , 2 , ;u- 1 f 2, 3, 4-th9kKn*y»i>-2-*> 

3. 4-f h7t:KD^;"j>-2-t> 0. 5 "7 -7 d?. 145-1471: 

5c*jf»tt (C 23 H:9 N2O3 F • 0. 5C4 H4 0* t Lt) 
C H N F 
SSfelt (%) 65.49 6.81 6.11 4.14 
(%) 65.26 6.85 6.05 3.93 G 

[0 13 6] %Wm?> m&it&to : 6-7^*a-8-kKo*^-i->f 

6-7 ;u ^-0-8 - [2 T [4 - (4->^y7x- ;u^y 'j > - 2 (1H) > 

;u) 7+ tor \ y] i^y] -l->fi^y'J>- U4-146t 
2 ( 1 H) -T> t£»iS 

S*»«ftt (C 23H27 N2O3F - HC 1 t Lt) 
C H N C I F 

aiftffi (%) 63.52 6.49 6.44 8.15 4.37 

*»fit (%) 63.13 6.61 6.39 8.13 3.88 Q 

[0 13 7] HJSeaj7 2, 3, 4-f h9kKa*;'J>-8-f^ 

l-T**;u-8- -5-7/v **v) a*-*] - 4 - > h * v 7 ^ * f^r 5 > 3 

*n-l, 2, 3, 4-fF7kKn^>J> 2 8 0 4 0 m g *»fc 0 ^ tl * - f- ;u+«f|:*Sfe*L3S L. 

mg, 4-> h*->7x*fjurs> 0. 27g, S V 7n /<y - ,u _ x- f *a8t6»jgjg J: 9 ttJUt £ 

■ ^0. 12g ( 7-tr h- h ij/u6m 1 tiftfO *. N — [2 - (1 -7^^-5-7^n- 1 , 

U 2. 5a*Mtoft*aELfe, J*a^«»«:tt* f jg« 2, 3, 4 - f- \> K □ * 7 >J > - 8 - 4 ;u * * v ) 

*S*LT?#<b*i£JSfi£ v 'J*ri^7i,^D7h^ xfjb] -4->^y7x^f^75> *£B8iS£: L 
77^ - : ?dd*h->> y -;u 50: 

1 ) -CfflSL, N — [2 - (1 -T-bf-JW- 5 -7;U* [01381 1 4 3 - 1 4 4 1: 

7C*5r#ffiS (C 22 H27 N2O3 F • HC 1 t LT) 
C H N C 1 F 

S»fiS (%) 62.48 6.67 6.62 8.38 4.49 

Xttfit (%) 62.26 6.64 6.57 8.45 4.23 

**«7 ^ . |tJt«8aV9U3n:-rfk N- [2- (l -*;u*m,- l, 2 3, 4 -fh7> 

Kn*y M >- 8 -4 ;i/T*->) x^ju] - 4 - > J* * 



f n 1 0 ol tfc w c 



(20) 
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7C*5J"*f<i (C 2i H:6 N2O3 • 0. 5 
C H N 
Sf&fS (%) 64.85 6.98 6.58 
HS£fI (%) 64.77 6.60 6.2 lo 

(0 14 0] nmm 9 
N - [2- ( 1 -T-fc*-;U- 1 , 2. 3, 4-f l^n 

7C*»ffffi (C 2: H28 N2O3 • 0. 5 
C H N 
attfl (%) 66.88 7.13 6.50 
Xttfit (%) 67.01 7.04 6.5 io 
[0141] 1 0 

K 8 9mg, 4- (4-> rT>7--;'/) rf ;U7 
^ > 1 1 6 m g, ^SO . lml, *lffc> f l/>5ml 
SrS«U S 'J T-fe h*?/**^-*^*^ F 'J 7A 1 8 
4mgHDi IMffU'o lB»IH!%ftttO. lm 
I Rl/h »J 7-fc r * r'J7A46mg 

S*»«ftt (C 22 H25 N2O2 F • 2 C 
C H N F 
gf&fil (%) 56.93 5.33 5.11 3.46 
HS*fI (%) 57.61 5.44 5.20 3.11 
HS#J 1 0 £ PI«0^i£jZ J: '0 , %&m 1 1 '*Z7TsTit& 

[0 14 3] $kfem 1 1 
N — [2- (8 'J ;l/T^v) x^ju] -4- (4 
-n^ry7i-il/) 7'f ib7^> 2vi7 K£ 
» «5 9 1 - 9 5 TC 

7C*#$r« (C, 2 H,,N 3 O a • 2 C,H,0 4 tL/T) 
C H N 
S3H« (30 58.86 5.70 5.28 
(%) 58.74 5.95 5.44 

. 1 2 

5-7;i/tn-8-^r/"jy-;i/ 163mgtv>f 
^^7; K5m! KjgtfL. TK^ft^- M (6 
0%?Ste) 4 8mg$:l]flx., §ST* 3 0 »W«fls Lfco 
C^fgffiU 2 - [N-ih^rv*;kf-;i/-4 - (4- 

> Kv7x-il/) 7f ;b7 ^ y] JC.f-;i/ p - h;ujc 
>*/U*-f- - h 4 4 9 mg*»0£, 10 Ort*6 3$ra 

««**X^ttfD*a*r*»»i6*5tK-i- Y 'J 7AT- 

(EflkLfco StttSrft^aaaSrV'j^yiU^^A^a-r 
^'77^ - (iS»?a : ^4-9->-»Six^;i/ 2 : 
1) tfflSL, 8- [2- [N-x^vi? ;u- 

4 - (4-> h^v7i-;l/) 7*)\sT I J ] x^y.. 

-5-7^to^y»j> 2 5 1mg*f#fc 0 
( 0 1 4 4 1 tS?*^*? « 'Pi R / - \ • 1 .! 1 



».« 1 2 7 - 1 2 9 r 
C4H4O4 • 0. 7 5 H:0> LX) 



•>"7x*f-;UT* > 0. 5 77ji,gj:| 0. 2 5tK?D 
ft 

MA 1 2 5 - 1 2 8 TC 
C4 H4O4 • 0. 2 5H:0> It) 



U ii r^iiy A^D7^'77< - (?S8i?£ : ? n a * 
)^-^y-ib-7>^x7 20:1:0. 1 ) -c 
ffi^L, £S£*££ 4 8mgt»Jt 8 :^yi78t 
SkSU x^y-jb-x-f Jbj: N - 

[2 - (6 -7;l/*n- 8- + y n>:r* v) xfjU 
-4 - (4 - > ^y7xxj!/) S > 2 vx 

[0 14 21 15 1 4 1 - 1 4 4t 
H2O4 t LX) 



(M* + 1 ) 

fc&^&m*^? h)\s (CDC U, TMSl*I^tSm) 
* : 1 . 25 (3H, t , CH:CHj) , 1 . 4 - 1 . 
8 (4H, m, CH2CH2) , 2. 4-2. 7 (2H. 
m, ^>vM5Z) . 3. 3-3. 9 (CH2NCH2) . 
3. 77 (OCH3) , 4. 15 (2H, q, CH2CH 
3) , 4. 2 -4. 5 (2 H, m, OCH2) ,6.9- 

7. 2 (2 H. m, A r) . 7. 4 8 ( 1 H, . d d) , 

8. 3 9 ( 1 H. d d) , 8. 9 6 (1 H, d d ) 0 
[0145] 8 - [2 - [N-x ^y*;i/-t'x;i,-4 

- (4 h^rv7x-M 7+)lT I S ] x^y- 
5-7^t'n^/'J> 250mg«rx*y-;u2 0m 

I IC?§JSL, 1 2 N-*BMk* 'J V ^7Ki§?U 5 m 1 £S0 

fi^S^V^riM7A^07^*77^ - (jgflt 

iS:^nn^;UA-^^y-;u-r>^x7' 20: 
1:0. 1) taSt^^tCiO, 5-7;u*n-8 

- [2- [4- (4 - > ^v7xxji.) y^^ rx 
y] xK->] *y u y 191 mg«r?#fc 0 ^n^y 

iS«-C-Wf§Jl1- *w fcc J: 0, lvi^SatL/^ 
[ 0 1 4 6 ] St* 1 9 2 - 1 9 5 r 



(21) 



fir BMP 9 - 4 0 6 4 8 



7C*#*rffl (CHmNjOjF • C 2 H 2 0<<hUT) 
C H N F 

SSIfla {%) 62.87 5.94 6.11 4.14 
£»ffi (SO 63.08 5.91 6.14 4.08 

nmmi 2 tmm^ni^X'O, 'k<r>%t&m 1 3 il/Tl" 
[0 14 7] 13 

6-7)^n-8 - [2 - [4 - (4-^^/7^ 
AO 7f^7;;] x h *v] *y >j >_ 2 ( 1 H) - 
t> (igttffig) 

Eflftta : 6-7;u*a-8-fc K a* > 
2 ( 1 H) -T > 
1$.$ 1 3 2 - 1 3 4 r 
7C*#$r« (C, j H, i N, OjFi UT) 

C H N F 
S»« (96) 68.73 6.55 7.29 4.94 
3Ufc« (96) 68.80 6.63 7.28 4.48 

rn&m i 4 

T )\,a'y%.m%T t 7K*ffcM f")^7^; x? A 2 4 0 
7C*»#fffl (C H33 N2O2 • 0 
C H N 
9tttt (%) 69.88 7.82 6.79 
XKtt (%) 69.56 7.92 6.67 

hjs^j 1 4 t m«(7)*ttc i '0 , %mm 1 5 u^i-ft* 

[ 0 I 4 9 J H&#J l 5 • 

N- [2- 2, 3, 4-fh7t:K 

5E*$T#ffil (C :i H28 N2O2 • 2 
C H N C I 
Jlf&fl (%) 59.71 7.40 6.63 
HKfit (%) 59.83 7.36 6.62 

%ttH 1 6 

5- t [2- [N-x h^vT? 4 - (4-> 

tD7x-i'/7;;] >-^U>-2, 2-V**to- 

1. >-4, 6-v**> 6 0 Omgt v 

7xx;bx-fJH2mlU?f0L, T JU =r>^7jf L T, 

2 7 or^M±i o»wtinasi*Lfco Risa«*i» 
d^;ua-> ^;~;i/-7>^x7 ioo: i : o. 

1-100:3:0. 3) "CfiiaSL. 6-7;u^n-8 
- [2- [N-x^->*J^;i/-4 - (4-^h^ 
v7xx;u) T-f^r^y] x^y^yij>~ 4 -t 
> 3 9 6 mg Srfffco 

[0151] J«#*rtt (FAB, m/z) : 457 
(M*+l) 

«B5R*R*^^^ b to (C DC I 3, TMSrtfflMf*) 
6 : 1. 2 5 (3H, t, CH2CH3) ,1.58 ( 4- 
H f b r s , C H 2 C H:) , 2 . 6 4 ( 2 H, t I " 

i k e m . ^ > v flfr ^ ? o q 7 7 1 / \ 



mg fc-f h v "t Kn 77 > 1 0 m llcftflL. OICi:^ 
£DL£ 0 - 2 - (i-x*-;U-l, 2, 3, 4 - f 
F7^Ko-8-^;'i ibt^rv) - N - ( 4 - > h * 
■>7i^fib) 7 -fe b 7 < K 1 . 1 8 g <7) -f h 7 £ K 
°77>igffl2 0m 1 ^STL, aaT?6B»HB«f#L. 

tPi^A. io*a»i. 0 3g?r^ax. s*>KSfi 

•ClWB«#Lfca Sr it* L, Kfi5«*«*iLT 

(i§mWL \ 5uu*toU- * 9 ; -to 2 0 : 1 ) "CIS 

su ?#^ 0 s *>t- *x*y - 

;i/*7*7;uK*c*feaii- * itci 9, N- [2- ( 1 - 
. xf-;l/-l, 2, 3, 4-rh7t:Kn-8-Ty , J ^ 
v) x-^;u] - 4 - > ^->7i^fib7;> 
0. 5 77i« 4 4 6 m g 4r»fc 0 
[ 0 1 4 8 ] M * 1 3 2 - 1 3 4 r 



5 C4 H4 04 fc Lt) 



ibt^ry) xfjb] - 4 - > ^->7- 

*f-;ur*> 2*ggEi£ 0. 5 7fcf0» o 
[0 1 5 01 1 9 3 — 1 9 5 TC 



HC 1 

16.79 
16.61- 



5 H2O > LT) 



H, tx2, CH2NCH2) , 3. 78 (3H. s, O 
CHs) , 4. 2-4. 4 (4H, m, OCH2X2) , 
6. 26 (1H, d, Ar) , 6. 7 4 ( 1 H. dd, 
A r ) , 6 . 8 1 ( 2 H , d , A r ) , 7 . 0 4 ( 2 
H, d, A r) , 7. 5 6 (1 H, d d, A r) , 7. 
64 (1H, dd, Ar) , 10. 04 (lH.-br 
s , NH) 0 

[0 152] 6-7;u*n-8 - [2 - [N-x h *v 
77;U*-x;u-4- (4 -> h * v7xx;u) y^toTl 
y ] xF^y^r/'J>-4-t> 3 4 7 m g , x * y 
"^3ml, 10 N-*»fta M <y<u*mWL3 mlH 

*£e B sfb£-£, 6-7Jl/tn-8 - [2 - [4 - (4-> 
h*v7xx;iO yf ;U7<y] x^v^y 'J>-4 

0. 2 5*fa$j 18 0mgJS/: o 
[0 15 31 n.e 1 5 6 - 1 6 1 r 



(22) 



ffl¥9- 4 0 6 4 8 



5c*»W« (C 22 H25 N2O3 F 
C H N F 
mm®. (%) 67.94 6.61 7.20 
fltttt (%) 67.78 6.57 7.13 

1 7 

N - [ 2 - ( 1 - 7-cf ^-5-7i'/tn - 1 , 2, 

H/] -4-^^y7x^f^7;> 7 ^)ft^ 

2 5 0 m g, TKSHt^? 'J^-^l. 0 g, tK 1 m 1 
HiXfz-f J-frtm I SrigftL, 3 B»BBJD*5liat Lfc 0 
^CT-TK&fb*? >) 1 u 1 . 0g p *imiatfx^y- 
^6 ml £Mi~it£QL, 4 5#i B ^SD«i5SaL^o 

7C^7r#ffI (C 20 H 25 N 2 O 2 F • 

C H N C I F 



2 5 H2O £ L"C) 



4.88 
4.89 

U N - [2 - (5-"7JU*a- i, 2, 3, 4-rr 
v fc: Kn*y 'J >- 8 - -f frt* v) xfji/] -4-> 
h^v7-7>f^7;> 2 0 0 mg^!4/: o w*i*.=. 

[0 1 5 4] 8.5 l 9 0 » I 9 2 TC 
2 HC I -0. 2 5 HiOfc LT) 



(%) 

Xttfl (%) 
8 7 4 . 4 l 

s&eij i 7 fcm«o*sujn} ( n 
[ 0 1 5 5 ] nan 1 8 

N- [2 - ( l , 2 



56.94 
5 6. 



6.57 
9 5 



6.64 
6. 



I6.8 
7 3 



l 8 7^S2 0 i: 



14.50 
6. 

8 



6 1 



1 6. 



^ > 2 £g£J£ 0 . 2 5 TftfOft 
14.5 2 0 1 - 2 0 3 t: 



3, 4-f^nKn^/'J>- 
7C^7?#ffI (C 20 H26N:0:- 
C H N C I 
m§&® (%) 59.48 7.11 6.94 
HSfcffi (%) 59.86 7.22 6.62 



2 HC 1 



25H:OUt) 



17.56 
17.16 



nmm 1 9 
n- [2 - 



( 1 



3, 4-f Fft: Kn^y 'j>- 
115 2 5 0 - 2 5 3 1C 

7C*#£r* (C 19 H, 4 N,0, • C 2 H,0«il/T) 
C H N 

62. 67 6. 51 6. 96 
62. 61 6. 71 7. 08 



N- [2 - (5-7^tn-l, 2, 3 , 4-f r7'i 
Kn*y >J >- 8 ;ut*->) -4- (4- 

>F^->7x-M 7f^7;> 0. 5 7t;1/S8 
14.5 1 7 7 - 1 7 8C 



Blftflg (X) 

**fcw 2 0 

c 

aitfl 
mm 

[0 15 6] H[]fc£ij2 1 
6-7;utn-8- [2 - [ 4 - 

7tKo^yij>-2-t> (MSW2icK«<0{fc£ 
ft) 1. 0 4 g Srf r y k KD7 7 > 1 5 m 1 Uig/ff 
L, .f9>->'>f;^^7<K»»l. 0 8ml^0 

>^y-;H. ;2ml, «v»r«a»2. 8ml Srffl 

7cS##fffl[ (C 22 H29 N 2 0:F - 
C H N C 1 F 



(C 22 H29 N2O2 F • 
H N F 
66.96 7.26 6.51 
66.79 7.32 6.48 

(4-> ^V7x- 
2, 3, 4-7" h 



5 C4H4 04<h Lt) 



4.41 
4.14 0 



itpH5i:«BLfc. fftH-ratefl**, »»xf 

;U, X-f* ;1/<7)IIS-C^fe\/S .x ? y - ;b - jil ^ ;u 
iS&T-W§ a s a -f J: 19, N- [2- (6-7;i/T 

2, 3, 4 -f t Ko^y u >- 8 ->< ;i/ 
xf;i,j -4 - (4-n + y7i-il/) 
;ur ^ > JgSrl 7 9 0 m g £f#fc 0 
[ 0 1 5 7 ] H.5 1 8 3 - 1 8 6 TC 



HC 1 t IX) 



(23) 



1*H¥9 - 4 0 6 4 8 



XKfl (%) 64.67 7.44 6.89 

xan2 2 

N- [2 - (6-7/^0-1, 2, 3, 4-f 
Ko + y 'J > — 8 ^Ttv) xfwu] -4- ( 4 - 
/ ^v7i-;'/) rf^7^> (^$S^J2 1 

<7)fL^») 5 2 Omg SriSffcy f'/>8m 1 (lS!«S 
•tr, ik&* , J f )^ 4 3 9 m gco*ig?TS (10ml) *tra 
ttzo Z<r)femzffl£T* dd^> v;u 2 3 9 mg 
wafk>^U>»ffl '(2 m 1 ) ^IITL, 

ffl«#L?io L*-efto^a, 

^*v^A-C(g» f Lr. N- (^>->';b* 

*v#;i/*'x;u) - N — [2 - (6-7;!/to-l, 

2, 3, 4 -f- 7 1 Ko^y u 8 - * fr** *>) 

xf-;u] - 4 - (4 v7x-;l/) 7f^7;> 

6 5 Omg^f|*: 3 

[0 15 8] StMl (FAB, m/z) : 5 0 7 

(M*+ 1 ) , 5 0 6 (MO 
«fiSSt#q**'*? (CDC Is. TMSMIW 
a : 1. 5 7 (4 H, b r s, CH :CH:) , 1 . 9 
1 (2 H, br s, 4/'J>C3-H:) ( 2. 5 - 
2. 7 (2H. m. CH:C6H40CH 3 ) ,2.71 

(2H, t, *>"i , /C4-Hj) , 3. 1-3. 5 

(4H, m, CH:NX2) . 3. 6-3. 7 (2H, 
m, CH:N) ( 3. 7 7 (3 H, s, OCH3) , 3. 
9-4. 1 (2H, m. OCH2) , 5. 13 (2H, 
s, 0CH:Ph) , 6. 2 - 6 . 4 (2 H, m) , 
•6. 8 0 (2H, d) , 6.9-7. 1 ( 2 H, m) , 
7. 3-7. 4 (5 H, m)*o 

[0 15 9] N- !^>v^t^ry*;^f-^) -N- 
[2 - (6-7Jl/tn-l, 2, 3, 4-f h7t Kn 
^7 'J/-8-^bt^y) x^;b] -4 - (4 - > h 
*v7i-;u) 7f ;b7; > 3 0 0 mg^7-bh-F 
■J;H. 8mlCifiL, 3 7%^ii^7'J> 2 3 7 iU 
!, ->7V K ^A6 Omg^Soi^o 

«miOftHt«T Lt p H t 7 CHS L/: 0 IB* 

7cS#*fffl (C 23 H31 N2O2 F • 
C H N C I F 
SSfefl (%) 58.97 7.32 5.98 
H^fS (%) 59.22 7.29 6.00 

nmm 2 3 

N — (^>->*/bT*->rt;U**x;i/) — N - [2- (6- 
y;\,*n-i f 2, 3. 4 - f h 7 M Kn * y 'J > - 8 
-^^^y) xf/!/] - 4- (4-^ hT'/7x^ 
;u) 7'f^7^> (*ifc«2 2«cEttOfk*») 3 0 
0mg^nD*;^3m 1 CSSL, fef'J v> 1 4 1 
m g , 9 lmg, 4 - (>Vf;b7<y) £ »J- 

v> 36mg£fi0x. 2. 5 BflHafls L/i« 



8.70 4.52 

xf-;u 2 0 : 1) T-ffi&i-f £C<h;:£ , N- (<-<> 
yil/T^y^/i/.f-/!/) — N — [2 - (6-7;^n- 
1 - > ;u - 1 , 2, 3, 4-f h7H Kn^yj>- 

8 - 'f it- 1 ^ v ) xf;i/] -4 - (4— *r*v7iX 
JU) yfib7^ > 2 6 5 mg^/: 0 

[0160] «*#*ftt (FAB, m/z) : 5 2 1 
(M* + 1 ) 

ttBSt***'** h/i/ (CDC I 3. TiMSl*!§J$ff^) 
o:i. 5-1. 7 ( 4 H . b r s, CH :CH:) , 
- 1. 79 (2 H, quint, >C3 - Hi) , 

2. 5-2. 7 (2H, m, CH2C6H4OCH3) . 
2. 7 2 (2H, t, ^yU>C4-H 2 ) ,2.7 2^ 
(3 H, s. NCHj) , 3. 0 6 (2 H, t , * ) 
>C2-H:) , 3. 4 1 (2H, m, CH:N) , 3. 
1 -3. 2 (2 H, m. CH:N) , 3. 7 8 (3 H, 
s, OCH3) , 4. 0-4. 2 (2 H, m, OC 
H2) , 5. 13 (2 H, s, OCH2P h) , 6. 3 - 

6. 5 (2 H, m) , 6. 8 0 (2 H, d ) , 6. 9 - 

7. 1 (2 H, m) , 7. 3-7. 4 (5 H, m) , 
[0161] N - (^>->';u**vrt/u*;x;u) -N- 
[2 - (6-7;i/tn-l->f;'/-l, 2, 3, 4- 

r F7t: Kn^y»j>-8->f;i/pr^v) x^;u] -4 
~ ( 4 - > Firy7x-;l/) 7'f ^7 = > 2 4 Omg 
Srfr7liKo77>5ml UiS»U 1 0 %y*7 v ^ 
Ag£*2 4 mg £JjQ;t, 1 JKS^**3fH5KT-e 2 S*M 

^x-T^i/^S^jSa^SSSfi L. N — [2- (6-7 
rt^n- 1 -y f-;u- 1 , 2, 3. 4-f h7kKni 
/ 'J >- 8 --f if) x*-;b] -4 - (4-^ h 

•>7xx;u) r*;t/7$> 2aita0. 57k*D^ 1 

9 6mg*»fc 0 

[0162]!$.$ 1 7 7 - 1 8 It 

2HCI - 0. 5 H2O > LX) 

15.14 4.06 
15.00 4.02 

xf-^^-SDx., jKK**^ Hj **A;fciS?K, IS 

fc« ^$rSiLt, fflSON- (^>v;u**vrt;v 
,-Kxn,) - N — [2- (1 -7-bf il/-6-7;Utn- 
1, 2. 3, 4-f F7tKo^yj>-8-^i/T^ 
•>) x*;u] - 4 - (4 h * v7i-;l/) -f+)\,T 
5 > 3 2 9 mgtl»t« 

[0163]' K*»«f ffl (FAB, m/z) : 549 



(24) 



If ^¥9 - 4 0 6 4 8 



fca****** (cdc 1 3, TMSrta»«) 

o: 1. 5 - 1 . 7 (6H, br m, CH2CH2, * 
S*) >C 3 -H2) . 1 . 9 3 (3H, b r s , CO 
CH3) 2. 20 (1H, br s), 2. 5-2. 
8 (4 H. m) , 2. 8 4 ( 1 H. b r s) , 3. 2 
-3. 5 (2H, m) , 3. 5-3. 7 (2H, m) , 
3. 7 7 (3H, s, OCHj) , 4. 16, 4. 59 
(2 H, b r s X2. OCH :) . 5. 12 (2 H, 
d, OCH:Ph) , 6. 4-6. 6 (2 H. m) . 

6. 8 0 (2 H. d) , 7. 0 - 7. 2 (2 H, m) , 

7. 3 — 7. 4 ( 5 H, m) o 

[0 16 4] N- v/^t •>*;ujtf— ;u) -N- 

[ 2 - (l-7^fib-6-7^ta- l, 2, 3, 4 
-f F7i Ko^yj >-8-^^t4v) xf ji/] - 
4- (4 - > ^*>7x-i'/) rf;u7 5>ojJiSIIt 

-^y-^-7^7 5 0:i:o. 1) x-ffi^ 

[2- (l-7-bf^-6-7il/TO-i, 2. 3, 4 
-T- h v H KOtV l ) >- 8 --f ;Ut* y) x*;u] - 
4- (4 ^v7x-W 7f^7^> 7T;ug£ 

10 16 5] »,ft 1 3 3 - 1 3 6 r 
7C*#tfftt (C a <H 3l N 2 0 3 F • C 4 K,0 4 i:L,T) 
C H N F 
9NM (%) 63.38 6.65 5.28 3.58 
&&M> (%) 63.16 6.70 5.32 3.40. 

[0166] mmm2 4 

yy^DA^vi^ikfy^ K (DCC) 4 8 8 m g 
*«ffc>f-U>4m I K»J*U **T, 9 8%^R2 
I8mg«r»^i:lTLfc 0 1 0 »BH»ffl*Waii-4ffl 
fSSrttgiJL. i*ffi£*OJRfcK/HW.: 0 SiJOgff u N - 
(^> v;u^^v*;i/3K-;u) -N- [2 - (6-7;u 
2, 3, 4-f h7k:Kn^y i J>-8-'f 
-4- (4->Kv7i^M 7 
^7;> (HJtfl2 2i:EWft*«f) 4 0 0 m 

7C^fr#ffil (C 23 H» N2O3 F • 0. 
C H N F 
SS&M (%) 64.22 6.90 5.99 4.06 
HS£fS (96) 64.54 6.72 5.96 3.89 

mmm 2 5 

N - (^>->*;u**i/*;u;K-;u) — N— [2- (6- 
7 ;i/ * n - 1 1 2, 3, 4 -f h 7t Kn + yj >-8 
-^^^rv) Af-/U] - 4 - (4-> h^y7i- 
rtO rf;i/7^> (9£lfefl2 2 CEKOft^Sl) 4 0 
0 m g , K& 77 , J r >2,2 18mg l y- n n ^Kx ;u 1 
0 3mg, 7 -fc hi !>»;;!/ 8 m 1 tiftftU 1 BffflJjQ* 



g, tf»;-> # > 2 m 1 , mt* + \s>2m I tffifDLTis 
ttflt KB*** h fttt£ffl*-?iSfe»L 

$;y^7 / i^7A7D7h7 , 7 7< - (?§3£ifc ! ^ > 

■tf>-»Kx*;u6 : 1) tISSL, N — 
*->*;u* - -;i/) — N — [2- (6 -7;Utd- l 
^ < ;u - 1 , 2 , 3 , 4 - t h 7 K n * /" 'J > - 8 - 
4 v) xf jb] - 4 - (4-> F^rv7iXj',) 

r*;U7 3 2 2 mg *»fc 0 

[0 16 7] K*»«rfit (FAB, m/z) : 535 

(M*+l) 

UEfiSjRJtUx^^ (C DC 1 3. TMSn««HS) 
5 — 1. 7 (4 H, m ( CH2CH2) , 1 . 
91 (2H, quint,*y'J>C3-H2), 2. 
5-2. 7 (2 H, br m, C H 2 Cs H* 0 C H3) , 
2. 6 9 (2H, t , * J 'J >C 4 - H2) , 3. 3 
4, 3. 60 ( 4 H , br s x 2 , CH 2NCH2) , 
3., 73 (2H, t, */ , ;>C2-H:) , 3. 79 

(3 H, s, OCH3) , 3. 9 8, 4. 11 (2 H, 
br s, OCH2) , 5. 13 (2H, d, OCH: P 
h) . 6. 4-6. 6 (2 H, m) , 6. 7 9 (2 H, 
d) , 6. 9-7. 1 (2 H, m) , 7. 3-7. 4 

( 5 H , m) , 8. 56 ( 1 H, d) Q 

[0 16 8] N — (s<> y t * ju #—;!/) — N — 

[2- (6-7;1/to-1-*;^^-i, 2, 3, 4 
-r K 7 Kn * y »J > - 8 - -f v) x. - 
4- (4->^'>7xx;i/) 7f ;U7 ^ >OJK«!S r 

hjs^j2 2 trnm^mx^f^fzo tztzLRf&uty^^ 

KtrftkS L. x 9 ; - ;u - x- * A^ffi^S«-eff*Sfi 
-f&diUJ: 0 , N- [2- (6-7;u*n- 1 -*;t, 
^ - 1 , 2, 3, 4 — f h7t: Ko#y'J>-8-^ 
^t^rv) x^;u] - 4 - ( 4 - > ^v7xxji/) 7 
*;U7^> 0. 5 7^;u&tM 0. 5*fafe£f#/j 0 
[0 16 9] 1 4 0 - 1 4 4 t: 

5C4H4 04 • 0. 5H20<h IT) 



x^;u 5:1) -CWSi-^ct Ci: 0, N- (^>v 
->*;u--K-;b) - N- [2- (l-x^y*j</ 
'■K-^- 6 -7;u*n- 1 , 2, 3, 4-f ?7^Kn 
+ y , J>-8-'fi^^y) x^;u] - 4 - (4 -> r 
*->7-i;u) 7-*;ur^> 3 2 9 mgHlfcfl 

[0170] Sfi^Wfl (FAB, ra/z) : 579 

(M*+ 1 ) 

tta**»A^^h;u (CDC 1 3. TMSrt§B«!») 



(25) 



#B3¥9 - 4 0 6 4 8 



5-1. 6 (4H, m, CH2CH2) , 1. 6-2. 1 
( 2 H, br m, * J 'J > C 3 - H : ) , 2. 4 - 
2. 6 (2H, br m, CH 2C6H4OCH3) f 2. 
66 (2H, t, *y;>C4-H2) , 3. 6-3. 
8 (6 H, b r m) , 3. 7 7 (3 H, s, OC 
H3) , 3. 9-4. 2 (4H, m, OCH2, CH:C 
Hi) . 5. 1 2 (2 H, d. OCH2 P h) , 6. 4 - 

6. 6 (2H, m) , 6. 80 (2 H, m) , 6. 9- 

7. 1 (2 H. d d) . 7. 3-7. 4 (5 H. m) 0 
[0171] N — (*<> VPs** Vti -N- 
[ 2 - .( 1 - a r * v t ;u ;i/ - 6 - 7 ;u * n - l , 

2, 3, 4-r Kn^y ij >-8-^bt^rv) 

-4- (4 - > ^v7x-ib) rf^7;> 
aKSK*Xtttt2 4 fcW*0*ffiTtTV\ N- [2- 
(l-xF^y^i^f-Ji/-5-7^tn-i ( 2, 

3, 4-f h7^Kn^yj>-8-^;vt + '» xf 
;U] - 4 - (4->^v7i-il/) 7^;i/T < > 7 

[ 0 1 7 2 ] IB * 1 5 4 - 1 5 6 r 
7C*##r« (C,iH S iNiO«F • C^O.tL/T) 
C H N F 
mtkm (SO 62.13 6.65 5.00 3.39 

mmm (%> 62.02 6.65 4.99 3.21 

%mm 2 6 

TC^frWfit (C :6 H34 N2O4 • 2 
C H N 
Jlttil (%) 5 7.41 6. 
%Vm (%) 5 7.3 6 6. 

jar. gi-sc, ssttfl 1 — 2 6 c i 0 Wfcfifcffc'fr 



sam 1 2 tmu<om^zi o*ScLfc, 8- [2- 

3 6 4 mg^2-x^yx^-;n 0 m 1 ■ 
L. 1 2««*«ffc* V*A*»flI5m i £S0x, 14 
0Ct4 0 9WUtL)i, 

;u-r >^-r 2 0 : l : 0. l) tfflst^:tc 

± '0 , 6- (2-xF^>x^y) -8- [2- [4 
- ( 4 - > ^y7ix/i.) T 5 J ] xr^vj 

*>"j> 2 8 4 mg«r»7t 0 cat^i^gfc-caa 

2 vi^KtS«h Lfc 0 
I0 1731M 1 1 5 - 1 2 3 1C 



C2H2O4 • 0 . 4 H2O t LT) 



2 5 
2 0 



4.48 
4. 9 1 
[0174] 



It 




(27) 
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(29) ft 88 ¥ 9 - 4 0 6 4 8 







// \ 

— B <f 

R 7 








B 


R 


16 


A? 

I 

O 


— (CH 2 ) 4 — 




17 


66 

I 

F 


— (CH 2 ) 2 - 


XT 


18 


66 


— (CH 2 ) 2 - 


XX 0CH ' 


19 




— (CH 2 ) 2 - 


XT" 


20 


65 

F 


— (CH 2 ) 4 - 





[0178] [ S5] 



(30) 



1f M¥ 9 - 4 0 6 4 8 
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[0 17 9] ttTtfMt****, frEHteW^L < iiSil 

[0180] (1) 8 - [2 - [4 - (1, 3-^>v* 
6 - h^y + y »J> 

(2) 6-^00-8 - [2 - [4 - (4->Kv7 

rf-;ur*y] xh*v] - i, 2, 3, 4- 



f F7t Kn^y 'J>-2-t> 

(3) 6->h*v-8- [2- [N - [4- (4-> 

> 'J > - 2 (1H) - * > 

(4) 6-7^to-8 - [2- [N- [4- (4-^ 

/ v > • 

( 5 ) 8 - [ 2 - ( 3 . 4-v> ^y- fl -yf;',7 



(31) 



4?B3¥ 9 - 4 0 6 4 8 



5 -&7j£23l^ 



5 -^327-f 

(72)*w# Hid 
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